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[il^] Tf3-)lgS (1) X\t (2) T^$n-51fX 




(1) (D=ft#:«3)tLT. (S. S) - [3, 3 ' 

-*;i.2}^-;uf7, (-i'5/-iH-'f>h*-;i'-5->' 
5 - h Hn^5^- 7 - h U 7;i':tn;^9^;U- 1. 




2, 3, 6-xh7tHDtfan [3, 2-e]-i'>H 
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m^mi] TE-iisiC (1) 

Mbi] 





(1) 



XttTE-jfiiC (2) 
[fi:2] 



RO2C 



CO2R 




(ittf, RliiS^t>L<tt»64^;oc 1 
a. 

Mb 3] 




o 




* (X' . um^izmiLLXTumm^. oh, or^ 

(RMiiS^feU<«»ett®C l~C6 0ffi;)Bi7;i/+ 

xttiiiftsnTiiT'bit^TU-ji'S) > oco 

X 




(X^ &t;x« ttSl>ICffi4LT7K^S^. OH. OR 
* (RniiUgt>U<«^>ttt^©C l~C6cDfiiS7;i/=1^ 

;i<'S, xttiigi$nTiJTt>±vi7'j-;p«) . oco 
R" (RMawtatiii;) , x«it®fcb<e»tt«®c 

l~C6 0ffi;«ft7;U=^Jl'S) S^T. ) 
b. 




X' X 




1*^ 



X8 



(X 1. X 232-afX 3{ifita<h|ilb. R 5 (iX 3 (X 3{iMS<hPIb) > 

- (CHa) „- (n{i 0-4 601?^) , - (CH = CH) „- {m{ilXtt2) , 

- (C = C) „- (mfiBfriHil^W . -x3- (CH,) „-x3 - (X^RCFn 

liffis^isil:') ^TT^-to ) . 



c. 

Wb6] 



H H 




(X' , X' RJ/X' \m^tWiC) > R^ 
ttADy>M?^. 7U-;P;^;i/;lx-;i/:t+->S. <SI»7 



$K (X' Rzfx' immtmc) xit 

d. 

[fl:7] 




50 n-5ia. 
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m^m2] TE-jes (3) 

Mb 8] 

hn;"" 

r2o 




(3) 



a. 

CflSl 1] 

(X' . KSt^CaSCtT**®^-, OH. OR^ 
( R Miil^ t) L < (i^Jfetto C 1 ~ C 6 ® {SiKT iP^^ 




•r, ) T^3n^.{b^ft> xB^offis-jsic (4) 

II II (4) 

0 0 

Mbi 0] 



Wbi 2] 




20 



RO2C 



> CO2R 



0 O C)r2 



CF3 



(1) 



(x^ Ry:x' fisv^icffisiLTTK^K^, oh. or 
xttBSi$nTtiTfcj;v^7'j-;i/S) . oco 
i-'C6®®»7;p^^;i'S) Sa^f. ) 

b. 

Wbi 3] 



(it'*', R»ie0lfcU<tt^^tt*^®Cl~C6CDfii|R7* 





X2 

(X 1. X ZgrOfX 3{iS{f|2il^D. R 5 (iX 3 (X SlMfStiSIl;) . 

- (CHO „- (n{iO'-4 0|SiS!) , - (CH=CH) „- {m{ilX(i2) . 

- (C=C) „- immUtm) . -X3- (CH2) „-x3 - (X^aOfn 



Wbi4] 




H H 




X' X2 




(X' Rt;x' ttiwiatmi;) x« 



40 Mbl5] 





i2 



(x^ , x^ &t;x» awieitili;) . R^ tt*SlIS Y«Any>Jl^. 7'J-;i/:;^;i'*z:;i.^:t^5/S, m. 



—021 — 



(4) 
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mm 3] T?B-«2^(la) 
[Ybl6] 



FaC 



RO2C 




COzR 



O O OH 



;i'S. x»fi^$nTv»Tt)ivi7U-;PS) . oco 

l~C6 0fiiR7;i<'+;l'S. , X' ttNH. OXttS, 
Wki 8] 

X* 



HO 



(Jtf > R ttit«l t U < tt^ttiKO C 1 ~ C 6 CDfi»7 
a. 



10 



H 
N 




(X* Rt;x5 «SiM;:3fi4L.T*5g!I^, OH. OR 
* (Rnilfim'bL<«»tt!KOTCl~C6(Dffi;S7;l'=^ 

;ps. xttgsi$nTViT'biv>7'j-;us) .oco 
R< (RMitJSBti^i;) , x\t\Amhb<\ts^i8Lm<Dc 

b. 

litl 9] 



(X^ , X» ttSLifcafiL'T^SflS^. OH. OR<* 




x^ 




X2 



(X k X 2safX 3«fi|ei|llD. R 5 (iX 3 (X 3{i|fj|ei:|fID) . 

- (CH«) „- (n«O~40agU:) , - (CH=CH) „- (m(ilXli2) > 

- (C=C) „- imitmrntmi^) > -X3- (CHa) „-x3 - (X^RCTn 
tiiIIBi:|nIW ^^-To ) > 



Ml:2 0] 





(x> Rc^x« awsBtui;) xtt 

d. 

Mb2 1] 



j(,0 xi-s^o 





(X' , x^ RUx' \tmmtmc) . Y[iAay>s 
^, 7'J-;Px;i/*:r:ji/:t=^^>'S. ®»7;i/+;i/x;i/tt 

7>fm^^r, ) T«$n^^fc^tit-«sit (s) 

R«-Z (5) 

atrsTE-lKiC (lb) 
[fl:2 2] 



RO2C ( ^ C02R 

HN.^^N^p,^N,.^NH 

rSq''"^ o o or« 



(^f. R, R' .R'Ri/YttflaEti^u. ) T^sn 

50 [it2 3] 
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(5) 
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FijC 



ROjC 




COzR 




HO 



8 



« fa 

[ft2 5] 



Hk2 4) 





(X' . X' tiSVJfCfflaLT**®^^, OH, OR^ 

(R^ M®fcb< tt^i-tttt©C 1 ~C 6£Dffi)S7;>+ 

ji'*, x^4HasnT^^T^)±^i7'J-;^s) , oco* 



10 (X* ai/X* ttStiiCffliLLT*^®^. OH, OR 

xtt®ft5nTt^Tt)J:vi7U-;us) . oco 
R^ (RMiiJtstiRn;) , x\m.^h\^<\mim(Dc 
i~c6©i£iK7;p+;i'S) <£*-r. ) 

b. 

[fl:2 6] 





X2 



(X 1. X 2j^C>'X SjiMIEiPb. R 5 liX 3 (X 3 iiftJlEilHll;) , 

- (CH^) „- {n{tO'^Aamm , - (CH = CH) (m{ilXld:2) , 

- (C = C) ™- (miituEilolD) x -X^ - (CH^) .-X3 - (X^&C/n 
liiJiSifSIC) ^r^-To ) > 



Mb2 7] 




H H 




^ (X' &ytx' fJinati^ii;) 

d. 

50 wi;2 8] 



X' X2 




is 




X2 



•nmmt^z.tmwLtt^y'Si.-m. (2) 

Hk2 9] 

RO2C COjR 



Wt3 0] 
RO2C 





CO2R 




(^(f, Rttitli'bU<f4^J-tg*t©C l~C6(DffiiK7 
JP^^JPS, R' 
a. 



— qw— 
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9 

o 



10 




(X' , ttSl^tCffiSUT^i^IS^, OH, OR* 

XttBftSnT(/iTfe±H7U-;l/») , oco 

l~C6©i£iK7JU4^;US, X' ttNH, OXttS, R 
> \i 
Mfc3 2] 



* (X^ Rl/X' «SVi|Ctt5jrbT*5^S^, OH, OR 

x«e«isnTHTt>iii7'j-;i'S) , oco 
i~c6 0fli»7;i/+;i^») <£s^-r. ) . 

b. 

[ft:3 3] 




10 




X' x^ 




X*= X2 

(X 1, X 233, o^x 3(iHiitB<i:l«|D. R 5 JiX 3 (x 3|if5|E,!:ISIi;) , 

- (CHz) n- (nliO~4©!TO H - (CH = CH) (mlilXli2) . 

- (C=C) „- (mliiiilEilllW . -X3- (CH2) „-x3 - {X^^Un 



Hb3 4] 




x2 



H H 
N N 
IT 

X^° X^ 




X^X2 xVxa 



S5 (X' &r;x2 «*friatisn;) xe 

d. 

[^k3 5] 



JO 



X^ 




^3 




(X' . x' st/tx' ttfriHti^i;) T^sn«fl:-&4Sj 

tcTIHHKSC (6) 
H-Y (6) 

». <£i»7;w*;i';:^;i'3|^r:;i':t^->S. ad7;I/+;ux 

KSf*ira$ii-5e:<l:*!|$ISfr5TE-)ISiC (i a) 
Wk3 61 




R. R' Rt;Yttt98BillD. ) T?«$n5jk 
[0 0 0 1] 

^Sf^HT, (7-h'j7Jl':tP;<5">»V-l, 2. 3. 6 
50 -xh^tHDtnn [3, 2-e] >H-;i'-8- 



— Q94— 



(7) 

11 

:fy)Vt^>mxXTM (6 - h >J y}V:t 

u^^)V-l, 2. 8. 8 a— r h7k Hn>'i'D:/n 
n [c] fcfDD [3, 2-e] -1'>H-;V-4 (5H) 

[0 0 0 2] 

(J. ADtibiotics)j 3 1 2 1 IH 
(1978¥).I134#. 1119H(1981 10 
m > USP416988 m\Z. 

0 6 2 6 5^. EP 0 3 1 8 0 5 6#, ri;-\.-^;V 
•tZf 7>f-/Utf-^ yi^X (J. Antibiotics) J 4 
2#, 1 2 2 9H (1 9 8 9^) , #P¥4-9 9 7 7 

4^iCM^SnTliSo 

[0 0 0 3] ^etCCC- 1 0 6 50^^#:*JEP 0 3 
5 9 4 5 4^. i^MBSe 0- 1 9 3 9 8 9-^, i|$S¥2 
- 5 0 2 0 0 5^C. *fcT3.:i-*;i/V-f '»SOS|i» 

3 - 7 2 8 7-^. #M¥ 3-128379 iP 
^. EP0 3 54 5 8 3^, E P 0 4 0 6 7 4 9 ^(Cffi 

[0 0 0 4] — pro'fb-&l&rtiw2^G)5^h^t HDtru 
DO F-;nii*«*-rsjb^te», i#Mna e o - 1 9 

3 9 8 9<» (EPO 1 5 444 5^) &t^!^^¥2-5 

0 2 0 0 5-^ (WO 8 8 04 6 5 9^) <?5^fl=W*CDl5 

(Rs. R'5ti*;i/:iJ?:z;i/STBfft$nfc7x-;v», 

Jlt^-Ji.^) T^Sn5^b^!^*^#^¥4- 5 0 0 6 6 
4^ (WO 9 0 0 2 7 4 6^) lCiB«^n« 

(-f 57- iH-'f>H-;i/-2-:*;jl/ 
t^=.M 5. 5" - [ (1. 2->?*^^V-l, 2 
-xffy-MM 5^75 y] K::^- iH—f >h*-;v- 

[0 0 0 5] 2:3(07- hU7;L':tP^5'>»U- 8 -p^ h 
+>'*JUii^::i;i'- 1. 2, 3, 6-'rh7bHDtfDD 

[3. 2-e] ■i>}f-jim^^v. mmmmjvii'^ 

njufx (-f 5 7- iH--f >K-;u-2-*;U#r: 

TtiS (1$M¥6 - 1 1 6 2 6 9^) . 

[0 0 0 6] L-A^b. *fgW{k^i^coj:5?S:tfX (hU 
7 JU:t □ 7 ^'JHf n Q 1" > H >Kxx W 

[0 0 0 7] 50 



^M¥8- 1 5 13 8 0 

^■^■nit^mmm\zi:^m!^mm\t, »(D^mnza:if)^ 

mtm^mf^^<Ditib. m^\zMvrnE\,^^mi^^ 
m\zi(ibr\tmn^^7n-rh<D(Dmm(Dm^^mmmmiz 

[0 0 0 8] *^BJ«. 

SA. mmmzni'xmnmm<mMmm\zMvr'h 

■5. 
[0 0 0 9] 

'&mmi>n:ib\ziiti&m^^n^ftmm. mmu^^fs^ 
mmmizMvx'hm^ism^^-riz.t^^\,mu m 
[0 0 10] tf3it>*>:^^m\t. Tsa-ieic (d x\t 

(2) 



[0 0 11] 
[^b3 7] 




[00 12] (it'i', R«itt^'bKtti>tttt©Cl~ 

C6cD<ffiK7;p=^^;i'». R' \i 



a. 

[0 0 13] 

[fi:3 8] 

[0 0 14] (X" . tJSVilC»5iUT*^E^, 
OH. OR< (RMiifimfeKfS^^ftttOC 1~C6® 

s) . ocoR< (RMiWEti^i;) , x\t^mhb< 
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(8) 
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[0 0 15] 
Mb3 9] 




i4 



* [0 0 16] (X* &t;x5 «sti(cffia:LT*^s 

i^, OH, OR^ (RMiDl^t>L<li5^iK«0C 1~C 

;us) . ocoR^ (RMiWfBtm;) . xitmmhL 

b. 

[0 0 17] 





X' X'^ 



X' X2 

(X 1. X 2Rt;x 3{ifj|2i:|WIl;, r5 {^x 3 (X 3 {ifUfetlfl [;) , 

- (CHa) „- (n(i0-4Og|i() , - (CH = CH) (miilXitZ) , 

- (C = C) „- (m{ifjtB<h|SIl>) . -X?- (CHe) „-x3 - (X^ROfn 



[0 0 18] c. 
[0 0 19] 
[^b4 1] 




H H 
Tl 




20^ 10 0 20] (.X' mfx^ x\t 

d. 

[0 0 2 1] 
[{k4 2] 



y1 v2 wi^..2 





[0 0 2 2] (X' , X^ RUX' fSMIBtlBIi;) . R 



[0 0 2 3] c:j:-c)^«$nfcBgiS©5-^, Any> 
M'f't\tyymmir, mmmif, M:mmi'. 3^mm=f 

75 y». 7;u=^^;i'75/s, 7 
5y7;i'+;us, *KS^TsmsnTtiTfej;i.>7ij 

75y7x:r;i/S, p^5';i'75y7xn;ws, 

75y^5">»1^7xnJWS, t Hn+v'7xr:;US^*t^ 
[0 0 2 4] J:::T74«:|^T?^^«?Blt6;S:fiS|St 



A«{£iBi7;PA/'f;i/», 7'Ja'f;VS. <Si»7;i/a+ 
7 5 y gg7 s^;us»^!&*tf ^ ^ t 

[0 0 2 5] {iiK7>»l';*7/'f;l.«©*^«s|tLTtt, 

47 n. 7ua^)vm(DM,^mtLr\t, ^>v^)i'm> y 
ji-)V7±^)vm. ■)-y^)vm^i)mM^^ti)^-^^ 
5. flll»7;i'3^>'*;i.jj?-;pao*#:«fijtUTtt, ^ 

jU^x;i/a^;«t^tf ^n, S^X«il«lft® 7 U - 
* ;u x;u« t tt. 7 x / ->;^j ^t-Ji^ xjps, 
p-i7PD7xy^>';^);t/4^r:jl/S. p-^h+>'7x 
y=^>'*;i'jj?x;i'S, p-75y7xy^->:^;;i/7)^x;u 



— q5fi— 



(9) 



#M¥8-15 138 0 



15 

N. N->?<Sii7Jk*;i'*;i/A'^i';i/S. n-7'J 

3- (i^:A^)l'7S.y) \faf)i>-)Vti)Vt^~)V&ttii 

( 4 - fcf ij i; y tf/^ ij ;i/7)f - fofi 

m-^nr\^^xh^\^^ii^^)i^~)v^)v^~)i'S, (4- 

^5^Jl/-l -tf'^^i^r:;!/) *;i'3j^-Jl'S. [4- [2 
- (i^;^?;i/75y) xg^;v] - 1 -tf'^^v'r:;!.] * 
jl/if^-;i/S, [4- (2- (t KD^^v'xg^^W -1- 
\d^yi;=.M fiJVt-:z)V^. X\t [4- [2- [2- 

f]}it^-)i'm^<Dmm-^nx^^xh^^^i-\i^ 
xtt7;i/+;i/STB»§n&-> 'J jvmu fs^tf -s 

a -75 ygS7->;PSSt LT«, 75 

•C«asnTViT>bj:Vii^U'», 77r:>, AU>. 

-fx ^5^:t:i>, 77.Ay^>m. i'Jl/^J' 5 >g!. 7 
7.A7^>, i';U:5'5X 'J>?>, 7;i^^X>, 7xX 

[0 0 2 6] Sfc, 7U-;P::^;p3^XjI.=J-4^>/»tbT 

x:5'>x;i/*x;p:t+v'S, :/D/'?>;^;i/7r5xju 
^t^-^s^d^e^js^sn. s e.{cAP7;u=^^;i'x;u3t;xjp 

[0 0 2 7] $e.ic*^Bj«. KTfcj^'<§saji*j*ic 
j:oT±ta-jeic (1) xtt (2) Tg§n«^b^«!i* 

[0 0 2 8] fiftto-fe, Tffi-aSiC (3 a) 
[0 0 2 9] 
[{b4 3] 

F3C CO2R 
>=< /-Y 

HN 



16 



r' 



(3a) 



10 



20 



30 



(R. RtXYSfriaii^i:) . ) T«$n*jb^i» 

?£Jitt«ffiLTTi2-)K^i (3) 
[00 3 1] 

[fl:4 4] 

H 

[0 0 3 2] (iCff. R, R^ xt^YtiWtati^i;. ) 

mM¥6 - 1 1 6 2 6 9) \Z^-oXWk-t^ZLtiflX 

[0 0 3 3] ^*:(c±is-flsi5: (3) T«$ns^b^ti. 

Xtt*©:Si:. TE-JKiC (4 a) 
[0 0 3 4] 
[^b4 5] 

0 0 



v-c-r'-c-v 



(4a) 



[0 0 3 5] (^4". VliAny>Jl^, l-'f55'!/ 
'J JUS. 4-- hn7xy4^va. aAi'K-f 5 H'TJV 
:t+->S;SifOS*£;tt«S. XttOR> (R' ttMISt 

i^D) Sr^-r, ) T^^n-sAji/zi^^KroADywb 

•a-S*V TEHKSt (4 b) 

HOOC-R' -COOH (4b) 

(R- um^tmx:. ) x^^n^-^)Vi?^ymt^'j'y 
i;u^^i^)Vti)^-^v^ (Dcc) ab-5Vitt3-x 
(3->?^^;i'75/:/nfcr;i/) ^ji'jPv'-f 

0. TIS-)Rit (1) 
[00 3 6] 
[fl:4 6] 



0) 





[0 0 3 0] (it*!'. R'tt75/S©«SIS«a^■r 



[0037] (S!:if. R. RW^YfiMSBtl^i;. ) 

h 'J xg^;i'7 5 >. v-i- V ::''D \!i)Vx=^)V7 5 >. 
bT'Ji^X vy5^;P75ytfUv^>&i: ^ 

Xh'JJU. N. N-vy5^;i//ft;UA75 h*. v'y^'Jl/T, 
;l/5fc+v-H. xH7tHn77>^Ofi§!«4'T-2 0~ 
5i? 5 0*0^3 0^>*»6 4 8^ffii!l3i-r«Ci:»Cj:l3§S(C 
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CO 0 3 8] 

Mt:4 7] 




[0 0 3 9] R. R'Rr/Y^wfatinii;) 

tfc, ifB-JKii (1 a) T?SSnfe{b^(|»*-«iC 
(5) 

R«-Z (5) 

a-r«:ii:(cJ:OTia-)KSC (1 c) 
[0 040] 
Mfc4 8] 




[0 0 4 1] (S*. R« «*#:(^-C»«Bltg;^ll^S 
Sr^f (R, R' SiytYJigftlEtl^D, ) ) Tf^SnS 

^b-&<Kiic^< eit^tT?^^, rosji&tt. h«jx5^;P7 
5>> v'^f V7'Dhf;i'xg^;V75>, tf'j>'>> v'^? 
;P75/t;U>?>/j:<i:©*t81fi*, ^BI*S^:>- h U -i; 

TT^«tt^l«4>, -2 0~10 0'C> *f*L<(*0~ 

5 ot:T3 o^^^^^i oHWffia-rsdttiosjg* 

[0 0 4 2] $etcTi5-)KS; (1 a) 
CO 0 4 3] 
[ft 4 9] 




[0 0 4 4] R, R' Rt^YttWEiWi;, ) 

it (2) 

CO 04 5] 



C^fcS 0] 




[0 0 4 6] (sc'f', rri;r» awiHti^i;, ) 
<gi5; (la) 1-1 oafi*;k »SL<(i 

10 l~5 3S^;KD>?71fb:>'i'0:lS. h'JX5'JU75 

nD;<:5'X h;UX>. 7-fehXhU;k N. N-v?;* 

n 7 7 >^CD7F«ttS&ttE«^'a&^.titt-€-ne)OJi-&^jit 
- 7 8~ 1 0 Ot:, if*L<«0~5 0'CT?1 o^)-*ie> 
2 4NfPfl. fftK(42 05}-*>^5^MMar5c:t(c 
iO^JfiT^S. Sfc±l3-jKit (2) 

h 'J 7;i/:*-Dpt:S'>XJI<'J}^>S, 7v'ft*3gK:*t'«)i? 
CD^ftTfcWKx^'Jk ':^i7nn>i^'>. 7-fehxNiJ 

>«|5C97f:fi5tt^!fl^>l3> -2 0'C*^e.}§i«roJf;ilSTrofi 
$FSU<fi0~5 OtWfiSTffla-rsciilCj; 

0, ±ia-flsic (1 a) 'Q^^n^vc-^m\z$tmr^z. 

CO 0 4 7] ±IB-«S^ (3) -C^$nSib^!g!KD>t^ 

50 -iis!^ (1) {2) 

^b^^<D5t!¥«tt#:*t»ii$ns, ;i;iT-fiss (3) 

6- 1 1 6 2 6 9) \ZVt'^Xmm-^Z.tm'V^^. 

CO 0 4 8] -jKiC (1) xtt (2) -cgsnsfl:-&«!t 
CO 0 4 9] t^mumzm\^^^'t\mm.\H^^. km 

CO 0 5 0] (1) X\t (2) T^^ns 

®S/iE«itafi£<fetf ^. Sfc. (1) xtt 
(2) -e«$n5<b^!|»wJfiSSS»c<tr)JtilSS£JiiU 

zn\zm\:')-v^)'yL.tiE^m7L^zt\zi:'Dxn^Q. 
50 «?S:£*^^-r«j:t*tT€r-5. 



— qw— 



(11) 



i|#M¥8-l 5 1380 



19 



20 



[0 0 5 1] S4S«ii#o¥». m^\z^y)SiU^ti^ 
K^^t^^%mm\znLxo, ooooi-ioomg 

\z 1 m.^'^^o 

[0 0 5 2] «TO^ffi«ajl-i:f9*^0^CO*fflttS*-r* 



[0 0 5 3] 
[0 0 54] 

[^b5 1] 

MeOgC^ CF3 

CI- 

NH 




[0 0 5 5] (S) -3- t-:/h + >';^f;i/zt^-;i/-l 
- >y D D^5^;i/- 5 - h H d:^^s^- 7 - h U y)V^u^ 
^;i/"i, 2, 3. 6 -xh^b KDtfnn [3. 2- 
e] >H-;i/-8 -*;1/7)^>S?;<?;H 3, 5mg 
(3 0 umo 1) (::3Mffi{b7K^-S^KX5";i'0. 3m 
l*»^T^fiT4 0^J^«|^^^. }§Ji^S*Ufco #S 
nfcait(C5. 5' - {ti)V^^:z)V'y^^J) t:7;^> 
y7^>- 2 -*;i/7}^>^5. 7mg (15Mmol) 
tl - (3->^><5">H/7^y >^Ph!;W -3-X^jI.:^ 
Jl/Jpi^-r^ H^e^l 7. 3mg (9 0/zmol) SDfl 
>^>^^;l/*:;i/A7^ HO. 3ml4'. ^fiT-*« 

^tgg|tfi«SS0 (S, S) - [3, 3 ' 
tfX (-f 5^7- lH-'1'>H-;i/-5->?^;0 -2-: 
^3^v COaMe 




~V^)y)V:irU:^^)V-l, 2, 3, 6-x 
h^bKntfnn [3, 2- ^ >Y-)V-%-^)V 
#>K>^^;W ;^^6. 6mg (4 2%) m^tltc. 
[0 0 5 6] [a] ^S=+ 1 8" (c = 0. 2 
0. i^^^)Vit^)VI^y^\^) 
20 NMR (DM SO de) 5 :3. 54(2H, t, J=10Hz). 3. 85(2 
H, m) . 3, 88 (6H, s) , 4. 29(2H, m) , 4. 54(2H, d, J=llHz) , 4. 66 
(2H, t, J=9Hz), 7. 49 (2fl, dd. J=2Hz, J=9Hz), 7. 65-7. 67(4 
H, m) , 7. 93 (2H, brs) , 8. 04 (2H, d, J=2Hz) , 8. 83 (2H. brs) , 1 
0.62 (2H,s).13.11(2H,s)o 

[0 0 5 7] m^m2 

[0 0 5 8] 
[ik5 2] 



M6O2C 




[0 0 5 9] nmu:f5m\z^y)b. 5 ' - [ (4, e- 

--r>H-;V-2-*;V7R>K5. 6mg (11. 5^ 

mo\) f)^^. (S. S) - 3. 3 ' - [ (4, 6-tr 

U^x>v^;i/v;^;i/7}^-;i/) b'x [ (^^y-iH- 
<>H-;u-5-i/-r;W -2-^;|/;^;1/7H-;L'] ] t: 

X- [l-i^DD;*f^;i.-5-t Hn^v'-7-hU7 

jl/:tn;?(?;l/- 1, 2, 3, 6 - h 9 1: H D t! D n 
[3, 2-e] >r >H~>ii/-8-*;U3j^>K;^?;W 

6. 2mg (4 7%) tienfco 
[0 0 6 0] [a] 25,=+ 1 0 7" (c = 0. 2 8. 



NMR (DMSO de) 



6 : 3.52(2H, t,J=9Hz),3.87(2 



40 



H, ra) 3. 89 (6H, s) . 4. 29 (2H, m) , 4. 55 (2H, d, J=llHz) , 4. 72 (2 
H, t. J=10Hz). 7. 20 (2H, s) 7, 52 (2H, d, J=9Hz), 7, 75 (2H, d, 
J=9Hz) , 7. 96 (2H, br s) , 8. 36 (2H. s) . 8. 72 (IH, s) , 9. 62(11, 
s) . 10. 56(2fl, brs), 10. 87 (2H, s), 11. 77 (2H, s), 13. 07 (2 
H,brs) o 

[0 0 6 1] mmms 

[0 0 6 2] 
[^b5 3] 



— Q9.Q— 



(12) 





-15 13 8 0 



[0 0 6 3] nmu:^mzi:r)b, 5 ' - [ [3, 3 ' 
- (1, A-^y^yi^^M i/7i7^)u^M v-i'a 

y] ex- lH-'1'>H-;i/-2-*;i/4^>^8. Om 
g (1 5 urn o 1) *^&> (S. S) - 3, 3 ' - 

[3, 3' - [ (1. 4-^>if>V'Y;W i^Ti^iJp 

(^^y- iH-^>H-;v-5-v^^;i/) 
-2--f;i/;^;;i/4^z:;i/] tfx- [i 5 
-tHD + >/-7-hU7;P:tU^5'JI/-l, 2. 3, 

e-xh^tHntrnn [3. 2-e]^>F-;^-8 
-:^;i/.1^>K;<?';i/] *^6. 2mg (4 7%) f#en 




^ [0 0 6 4] [a] 24, = +7o« (c 0. 2 0, 

NMR (DM so de) d : 3. 50(2H, t, J=10Hz), 3.86 
(2H. m) . 3. 89 (6H, s) , 4. 29 (2H. m) , 4. 55(2H. d. J=llHz) . 4. 7 
0(2H, t, J=9Hz), 6. 95 (2H, d, J=16Hz) , 7. 15 (2H, s), 7.47(4 
H, s) , 7. 62 (2H, d, J=16Hz) . 7. 71 (4H, s), 7. 95 (2H, brs), 8. 
24 (2H, s), 10. 17 (2H, s), 10. 51 (2H, s), 11. 68 (2H, s), 13.03 
(2H,brs)o 

[0 0 6 5] mmmA 

[0 0 6 6] 
[ft 5 4] 



MeOaC 




OH 



H 

[0 0 6 7] |pHi3ft;&StCj:»9 5. 5'-tX-lH- ^h7bHn7^» 
'Y>H-;^-2-;*;;i/3l^>K 4. Omg (12. 5m 
mo I) ;&^^», (S, S) - 3, 3 ' - [5, 5 ' - 
bfX- {l\l-'^yV-)V-2-^)Vti)Vt^:::^M ] tf 
X- [l-!j7nD^g^;i/-5-t:h*n:^^i/-7-hU7 
2, 3, 6 -T-h^t HofcfDD 

[3. 2-e] ^>F-;i/-8-*;i/;l^>K>^5^;W *^ 
4. 9mg (4 0%) #e>nfcc 
[0 0 6 8] [a] 2^ = 4.7o« 
F3C 



5Z? 



(c = 0. 2 0, 5=-^ 



NMR (DMSO de) 6 :3. 53(2H, t, J=9Hz), 3. 82-3. 
94(2H, 1) . 3. 89(6H, s) 4. 25-4. 34(2H, m). 4. 56(2H, d, J=ll 
Hz) , 4. 74 (2H. t . J=9Hz) , 7. 21 (2H, s) , 7. 55-7. 66 (4H. m) , 7. 
97 (4H. br s) , 11, 69 (2H, s) , 11. 76 (2H. s) , 13. 09 (2H. br 

S)o 

[0 0 6 9] imm^ 

[0 0 7 0] 
[ft5 5] 



.COgMe 




r-CI 



Me02C 




H 

[0 0 7 1] nmui^m\z^^b. 5 ' - {:^9y'M 

)V) tfX-lH--r>K-jI/-2-;t;;i/4^>K4. 2m 
g (12. 5Mmol) tf^ib. (S, S) -3, 3 
[5. 5' - {:^^yP^M tfTs- (lH-^> 
K-;i/-2— f;i/;^;U3]^r:;W ] tfx- [i-ipuu:^ 
g^Jl^- 5 - b H D+i/- 7 - h u y)V:i^u^^)V- 1 , 
2, 3, 6-xh5t:HnhroD [3, 2-e] -r>K 
-;^-8-:^jU4^>Ky9^jH *t3. 6mg (2 9%) 

f#e»nfco 50 



H 

[0 0 7 2] [a]2S=-29- (c = 0. 2 0,7=" 

NMR (DMSO de) 6 : 3. 49(2H. dd, J=9Hz, J=11H 
z) , 3. 80-3. 94 (2H m) , 3. 87 (6H, s) , 4. ll(2fl, brs), 4. 22-4. 
30(2H. m),4.51(2H,d, J=llHz),4.67(2H, t, J=llHz),7.09 
(2H, d. J=2Hz), 7. 16(2H, dd. J=2Hz, J=9Hz), 7. 41 (2H, d, J=8 
Hz) , 7. 54 (2H, s) , 7. 94 (2H. brs) , 10. 56(2H, s) , 11. 62 (2H, b 
rs),13. 08 (2H, brs)o 
[0 0 7 3] ^SECT6 



23 



[00 74] 



(13) 

* * [^b5 6] 
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24 



COgMe 




.-CI 



H H 




[0 0 7 5] nmf^:fjmz^V5. b'-U^i^'M ^h^t:Hn7^» 



M t:X- lH--r>H-;^-2-;t?;U3}^>K4. 2m 10 
g (12. 5 umo \) (S. S) -3, 3 

[5, 5' - U^i^i^^M h'x- (iH-^y 
H-;i/-2--f;i/:^;;i/3j^-;i/) ] fx- [i-^un/ 
f-;!/- 5 - 1: K a^i^- 7 - h U o/5"Ji/- 1 . 
2, 3, [3, 2-e]-f>H 

-;!/-8-*;i'3}^>K>^5';W *^6. Omg (4 8%) 

[0 0 7 6] [a]2S = -25° (c = 0. 2 0. 

^aC^ COgMe 



NMR(DMS0d6) d : 3. 51(2H, dd, J=9Hz, J=11H 
z) , 3. 82-3. 89 (2H, m) , 3. 87 (6H, s) , 4. 22-4. 30 (2H. m) . 4. 50 
(2H, d, J=10Hz), 4. 66 (2H, dd, J=9Hz. J=llHz), 7. 05 (2H, dd. 
J=3Hz, J=9Hz), 7. 09 (2H, brs), 7. 24 (2H, d, J=2Hz), 7. 51(2 
H, d, J=9Hz), 7. 95(2H, brs), 10. 58 (2H, brs), 11. 73(2H, br 
s),13.10(2H,brs)o 

[0 0 7 7] mmi7 

[0 0 7 8] 

[{b5 7] 

MeOaC^ p^z 
NH 




[0 0 7 9] nmu:^mz^f)5, 5'-(x^>-m 

M tfX-lH— r>H-;l/-2-;^;l/3p>|| 4. 3 
mg (12. 5 iimo \) (S, S) -3, 3 

[5, 5' - {X^y-J-iM tfX- (IH-O 
\^-)V-2--[)V:f3)lt^xM ] bfx- [l-!;uu^ 
^)V- 5 - b H u^i^- 7 - h U y)V^u^^)V- 1 , 
2, 3, e-xh^tKntfnn [3, 2-e]-f>K 
-;l/-8-*;P3}^>K;^^;H 6mg (36%) 

[0 0 8 0] [a]23o = + 9 40 (c = 0. 2 0.x* 




NMR (DMSO de) (5 : 3. 59(2H, dd, J=9Hz, J=11H 
z) . 3. 88-3. 98 (2H, m) , 3. 94 (6H. s) , 4. 30-4. 40 (2H, m) , 4. 59 
(2H, d. J=llHz),4. 78(2H, t, J=llHz), 7. 25(2H, s), 7.48(2 
1 H. d, J=8Hz). 7. 60 (2H. d, J=9Hz) , 7. 96-8. 06 (4H. m) , 10. 64 
(2H, brs), 12. 01 (2H, s), 13. 16 (2H, brs)o 

[0 0 8 1] *}BC«J8 

[0 0 8 2] 

Cft5 8] 




[0 0 8 3] [p|ti;**ffitCctO 5, 5 ' - ( (Z) - 
1, 2-x5^l/>v^;W tfx- iH--f >K-;i/-2 
-tiJV^ymi. 4mg (4. Owmol) t^^. 

(S. S) -3, 3 ' - [5, 5 ' - ( (Z) -1,2 

-x^i/>v-r;w tfx- (iH--r>H-;i/-2-^ 

)Vti)Vt^xM ] tX- [1 -i7□□;<^;^-5-bH 
U+v-7-hU7;^:tP^?;^-l, 2, 3, 6-x 
h^hHDhrnn [3, 2-e] -f >H-;V-8-*>il' 



56? 



3l^>K^5";H ^^2. Omg (5 1%) n^titco 
[0 0 8 4] [a]23D = +79* (c = 0. 2 0,7" 

NMR (DMSO de) 6 : 3. 53(2H, dd, I:=9Hz, J=11H 
z) . 3. 83-3. 97 (2H, m) , 3. 89 (6H, s) , 4. 23-4. 34 (2H, m) , 4, 54 
(2H, d, J=llHz), 4. 73 (2H, dd, J=9Hz, J=llfiz), 7. 17 (2H, d, J 
=2Hz) , 7. 29(2H, s) , 7. 51 (2H. d, J=8Hz) , 7, 63 (2H. d, J=9H 
z), 7. 85 (2H, s). 7. 95 (2H, s), 10. 57 (2H, s), 11. 78 (2H, s). 



— qj^l — 



(14) 
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13. 09(2H,s)o 
[0 0 8 5] II; 



* [0 0 8 6] 
[^b5 9] 




MeOgC 



H 

[0 0 8 7] n^tS.1jmz^y)b. 5 ' - (1. 2-X 

4, 4mg (12. SMmol)*^^, (S, S) 
-3, 3 ' - [5. 5 ' - (1, 2-X9yi>^)]/) tf 

X- (IH— f >H-;i/-2-^;^;<7;^#:i;W ] tfx 
- [l-i7DD;)(^;i.-5-tKu4^v-7-NU:7jU 
:tn^9^;u-l, 2, 3, 6 -X h^t: HDtfna 

[3, 2-e] ^>\^-)V-^-ti)Vit->m:^^)V'] tJ^ 
4. 2mg (3 3%) m^ntco 

[0 0 8 8] [a]24o = +iK (c = 0. 20.x 

NMR (DMSO de) a : 3. 02(4H, brs), 3. 50(2H, t, 
J=llHz) , 3. 80-3. 94 (2H. m) . 3. 88 (6H. s). 4. 22-4. 32 (2H. 
m), 4. 51 (2H, d, J=llHz), 4. 68 (2H, t, J=10Hz), 7. 06 (2H, d, J 

=lHz), 7. 17 (2H, dd. J=lHz, J=9Hz) , 7. 41 (2H, d, J=9Hz), 7. 5 
1(2H, s), 7. 95 (2H. brs), 10. 55 (2H. brs), 11. 60(2H, brs), 
13.07 (2H,brs)o 

[0 0 8 9] %mmio 

[0 0 9 0] 
[{b6 0] 





r-CI 



MeOaC 




[0 0 9 1] Inl^^C^atCcfcD 1. 6->^tKD^>y 
[1. 2-b:3, 4-b '] >^bfn-;U-2. 7-i^ 
*;1/3}^>K3. Img (12. 5/xmol) 
(S. S) - 3, 3 ' - [1, 6 ->^b HD^>y 
[1, 2-b:3, A-h"\ i^\f,u-)V-2, 1 --y 

-f;^>^*;i/3p:::;W tx- [i -i^nn^^^jp- 5 ~b 

HD + v-7-hU7Jl/:tD^5^;l'-l, 2. 3, 6- 
xh^bHntrnn [3, 2-e] OK-jP-S-* 

4mg (3 9%) #^,nfco 
[0 0 9 2] [a]2^=+37- (c = 0. 20.x 



10 



20 



30 



40 



H 

NMR (DMSO ds) 6 : 3. 48-3. 57 (2H, m) , 3. 84-3. 
94 (2H, m) , 3. 89 (3H, s) , 3. 90 (3H. s) , 4 26-4. 38 (2H, m) , 4. 5 
8(1H, d, J=llHz),4. 62-4. 69 (2H, id),4. 73 (1H, dd, J=9Hz, J= 
llHz). 7. 26 (IH, d, J=2Hz), 7. 29 (IH, d. J=9Hz), 7. 54 (IE, d, 
J=9Hz) . 7. 77 (IH. brs), 8. 00(1H. s), 8. 01 (IH, s), 10. 56(1 
H, s) . 10. 58 (IE. S) , 11. 92 (IH. brs) , 12. 22 (IH. brs) . 13. 07 
(lH,s).13.09(lfl,s)<, 

[0 0 9 3] ^mmi 1 

[00 94] 

{\t% 1] 




.-CI 



Me02Q 




[0 0 9 5] nmf^-)]mz^y)i. 6-i^tKD^>^/ 

[1, 2-b:4, 3-b '] >?fcfn-;i/-2. 7 -i^ 
*>l^3p>K3. Img (12. Bjtimol) ti^^. 

(S, S) -3, 3' - [1, 6 -i^h Hn'^>^y 

[1. 2-b:4, 2-h'] i>\f.u-)V-2. 1-1/ 
>i)]^l>fi)]^i^.-)V\ b*X- [l-i7Dn^5"jI/-5-b 
Hn+v-7- KU7;i/:tn^?;i/- 1, 2. 3, 6- 
xh^kHnbDn[3. 2 - e] > F-;i^- 8 
)]^t^y^^^M ifih. Omg (44%) #i&nfco 

[0 0 9 6] [a] 23p=+ 2 0 O'* (c = 0. 2 0. 

NMR (DMSO de) (5 : 3. 52(2H. dd. J=9Hz. J=11H 
z) , 3. 85-3. 94 (2H, m) , 3. 88 (6H, s) , 4. 28-4. 36 (2H, m) , 4. 62 
(2H, d. J=10Hz),4. 78 (2H. t, J=llHz), 7.45(2H. s). 7.48(2 
H, brs) , 7. 99(2H, s), 10. 55(2H. brs). 11. 86(2H, s). 13. 07 
(2H,brs)o 

[0 0 9 7] 'mmx 2 

[0 0 9 8] 
[ft6 2] 



(15) 




H 

[0099] (S, S) - 3, 3' - [(4. 6-trU 

5v>v'f;uv*ji'5j^n;w tfx [ (-fsy-iH—f 

- [1 -i7DDj!<^;V-5-kHn+->-7-h'J7Jl/ 

:tn^g^jW-l, 2, 3, 6-xh^tHDt!DD 
[3, 2 -e] -1'>H-;l/-8-*;U:J^>K^5'>lW 
2. 8mg (2. 4/iniol) £7-fe h::^ h 'J JH . 0 
mli:xh7tHD77>0. ImlCS^UT. 1, 
8 -i^71ftf->^n [5. 4. 0] -7-<i7>7^-b> 
1. 5jul (4. 9Mmol) ^m^7)l:i>^my, 

= 10:1) TWffi-rstJIfei^SW (S, S) -2. 
2 ' - [ (4. 6-hr'J5$?>>?-i';u>'*;i/3}^r:;w tf 
X [ HS.y-lH-^>V-)l-5-i^4)V) -2- 
•i';p*;i/3t^-;w ] tx- [6 - h'J7;^:^•^;»^5=•;^- 
l, 2. 8. 8 a-xhvbHD~>i7D7'n/'^ [c] tf 
ua [3, 2-e] ^>\^-)V-4 (5H) -:t>-7 

-*;i'!i«>K^?;w *«2. smg (9 4%) #en 

[0100] [a]"o = +119' (c = 0. 17, 

NMR (DMSO ds) d : 1.55(2H. t, I=4Hz).2.18(2 

H, q, J=3Hz) . 3. 52 (2H. d). 3. 81 (6H. s) . 4. 50(2H. d. I=10H 
z),4. 62(2H, dd, I=5Hz, J=llHz), 6. 92(2H, s), 7. 26(2H, s), 
7. 50 (2H. d, J=9Hz), 7. 76(2H, dd, I=2Hz. J=9Hz). 8. 37 (2H, 
s) . 8. 69 (IH. d. J=2Hz) . 9. 61 (IH. d. J=2Hz) , 10. 90(2H, s) , 1 

I. 89(2H,s),13.86(2H,br). 

[0 10 1] mmwi 




8-151380 



ii-ymmmmmmS\i: t-y (He La) Su 
\t2mU(r>ir)i^S.>. l O O g/m l 

10 -Ti/x 1 0 xoi^^mitw^stm^-^ts-i- if )i'(Dm 

/JN%% (Eagle' s Minimal Medlu 

m, E^um (.m , fprs^mmmtLx^mfi 
x^«s§f^, sTc-vmm-^nrc, i. sxio^ji® 

ifet 7 2NfM«»$-B-fc. ^XV>e.®:*f* (Mosm 
ann, T. . J. Imunol. Meth. , 6_ 
5.. 5 5 - 6 3, 1 9 8 3) izmC. 3- [4, 5-v 
^9^;V5"7V-;V- 2 — Y;H -2. 5->'7xr:-;V 
xh77'J'?A:/DV'f H (MTT) ^m7iri>mijt 

wscM^*^ ^ew Lfc 5 0 ^liisffiat urmii 

[0 10 2] u^m2 

an>2 6-7':;XigMIZjt#-r5^« : 1 x 1 o«<@® 
3n>2 6ifflfl§$:8jSip©CDFiliT'>X (0*x;i- 
(«c) , ^ri) ©ISlSIBOftTfc^«t. HA^^tM 

t&sa-^Lfc. ft^tta-^^iaF^gtc^mbfcHji© 
a? a*^&jiij£L. ■fb^tifa-^pco^J^jijga* (T) tM 
fia»©sFJ^««a« (c) oit (T/c) *^6»snfc 

(TGI%= (1-T/C) XI 00) 
S o TtoM®^* t bT^ 1 fC^Lfc, 
[0103] 
[%!} 



—033— 



(16) 
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iSiiliSJi?ilPl# 

HeLaS, 
ICk, (ng/ml) 


Colon26 
TGI% (mg/kg) 


1 




yz i^u.Uiooj 


o 
Z 


Q 1 




Q 

o 


l.D 




4 


n r\r\AO 

u.ui)4y 


o4 QU.OUUy ( () 


c 
O 






0 




oo 1,4. UU J 








Q 
O 






g 


0-2] 




10 




93 (4.00) 


11 




90 (2.00) 


12 


S.2 


77 (0.0313) 



*B*»TiP®ii5»7iciirs:tB5932 y^unm^^mM. 2-27-4 



— oad— 



